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useful for the treatment of bronchial asthma and allergic diseases 
(claimed) (eg., allergic rhinitis, dermatosis, urticaria and 
conjunctivitis). Apparently because of their amphoteric nature. (I) are 
virtually free of side effects associated with known antihistamine 
agents (eg., central nervous system inhibition, antiacety Ichol inergic 
activity and cardiovascular activity). (I) have good water solubility 
and exert prolonged activity. Admin, is oral (at a dose of 1-500mg/day) 
or parenteral. 
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[0 0 17] m< £*LWbS*©HW±. WO 8 9/1 
R 1 



(6) ^¥6- 1 9 2 2 6 3 

10 

0 3 6 9^{c^£nT^54^0fb^T-fc5,, 
[00 18] 
[4b 8] 




CH,N 



O 



MgZ' 




NCH S 




NCH, 




N — COjR* 



OH' ZIWAeOH XCt MeOH 



Z' &tfZ" li/^d^vj^-^-f,, ) 
[0019] ^<otiicL-c^$tv5Wi2-m5S: (I) 
x^ £tL&&W£m!m^Mmt£ty)RTjR: (rmm&i 

HKyf) , ?ihrS9 y yt^^->!?A, ^ 

, t^v^J (t Kn^^ntVu^/Hr 

asks*. ^a^feK, ^D^ya-znD , ph 



CID 

[0020] #8*D?fifl0S#<**^%#tt, J6*W®R 

lcfcJ:Sa< gnj9:#tlJMAw^ 10 1-5 0 

30 OmgSS'C&So 
[0021] 

^TtfMb^Srffl^fco 

**fBfc;£4*>C : #3^^£H5{b£^ (WO 8 9/1 0 
40 3 6 9-§-) 
[4b 9] 

CI 



K— COCH 3 



so *ffSfb£$?D : ^sre^^HS-fb^i (wo 88/31 




11 



3 8#) 

Uti o] 




N — CH 2 C0 2 CH z CH 3 



[0022] tm$n 



(7) **W¥6- 1 9 2 2 6 3 

12 

Niemegeers. C. J. E. f>S0^fe<Arch- Int. Pharmaco d 
yn. Ther., 234, 164(1978)) Ultfr.^ofc, 2 48^1 

rag/kg U lB^flCConpound 48/80 (p-^ 

m^^m) lmg/kg M/j^^Lfco 2H$R5iL£l 

[0023] 

io [an] 



i - 

2- 
4 - 
5- 
6- 
8- 
9- 
0- 

1 - 

2 - 



(2) 
C2) 
(2) 
C2) 
C2) 
(2) 
(2) 
(2> 
(2) 
(2) 



8 0 

0 0 

0 0 

0 0 

0 0 

0 0 

0 0 

0 0 

0 0 

0 0 



nmw 1 4 - 
ntew 1 8 - 
20- 
mmm 2 1 - 
mmm 23- 



C2) 
(2) 
(2) 
(2) 
(2) 



[00 2 4] Pm&>}2 

$3? h <75^}fe(Japan J. Pharmacology, 52, 87 (1990) 
) KW'^n-ot^ Wistar^*t±^ > h (6®$-) ©f 30 
SftFgp^l'tn; dinitrophenylated ascaris extract (DNP- 
As) 7 V hlfomZ 0. lmlttMU -tC04 8B#^tCi5t® 
(DNP-As) lrog£r^Lpl%Evans blue£&£tl7k3:M# 

«rlN KOHTttttiU 620nm \CS6^^Mt&X^M.V 
fc. *> t,*»U-«>±eail«»ff7 y h £ 1 6 ~ 1 8 iQffife 
&LT&t»!)l rag/kg *&nft5-U -troiBSBSHC 

[0025] v&mz 40 

%S®bcD*)fe(J. Pham Pharmacol, 42, 236 (1990)) 
{Ct£V Ito fc„ f£fi350-450g<7} Hartley^tttt-^/l^E- V 
Y £urethane(l. 5g/kg, i. p. ) Ttlfc®^ fc X* 5 

£r#AU AXP?®?ritofc:(60 strokes/min; 4ml/str 
oke)„ t^;V (20agAg,i.v.)S4-i-J:^«illl3^S 



tr^tS^^ ffiiJSS*^© air overflow fiS: transduce 
r(7020, Ugo Basile) frk\JX U a— y— | CfEStUt, 

ttBfHb^fljfit x* ^ >«#(0 2 nsrafttttaftnSfcS-L 
fc. ^J|(^»t^K^i:tfclftU-C-f:<^rp»]* (%) 
&#«>, ffl*-#l*J**fti»J: 0 5 0%WWffl» (ED 50 ) 
SrJftttUt, *g***2|;a*f., 
[0 0 2 6] tfttft|4 

Ahn.H ibCD^te(Eur. J. Pharmacol, 127, 153 (1986) 
) tC^V^ofc <*ffi350-450g(D Hartley^l±^/U 
* v h \VSm fc£4*i«*PSf§- U 2 s#f^f q6frfaifc?E 

Lfc, *flH£®£5 0fi£#C0 5 0nM Na, K-Phosphate 
buffer (pH 7.4) «tre*=eS>»-*vf XU IIBBfc«rWI« 

(%) ffl*-Pfi»^ttiSj:0 5O%ffl.«ffla: 

(ID50) SrIRHLfc, *£S£S2|c^r. 
[00 2 7] 
[*2] 



(8) 



13 



<W?HJ¥6- 1 9 2 2 6 3 
14 



12 KTwv*-ftts. &MwmtimmBitfwmfi&. 

















C/B 






EDsoCngAg) 


IDao (me/kg) 




80 


0. 082 


36 


439 


IgJfetfl 2- (2) 


78 


0.046 


32 


696 


fglfifll 5- (2) 


79 


0. 023 


53 


2304 




77 


0. 001 


0. 028 


28 




38 


0. 13 


10 


77 




11 


No effect (lmg/kg) 




38 




41 


0. 29 


11 



[0028] xmiikSVote^ttftT u/i>*-Ym%. 

[0 0 2 9] i*WiJ5 

lW?><7X&ffi(Proc. Natl. Acad Sci. USA, 71, 1725 
(1974)) tB^ot, y^/VKt b"C 3 H-<3NB(Quinucl 
idinyl benzilate) , V-^-y^—mffotl-X^-yhMU 
&W<0BBH»£fflV\fc. ^#^W^Iil ai M Atropine 

lcJ:»Jjttt!>fc, 3 H-W<o#^^-t^*|-t-^^^^ 

so (5 0%P1S» flS*»t±iUfco Cheng &0f>rusof 
f ««3rj;9KifltS«ttlU -tco-logfit(pKi) t L-TiS 

[0030] 
«3] 







pKi 


mmm 2- 


(2) 


5J£(T 


mmm 5- 


(2) 


5OT 






8.4 7 






6.0 4 






5.7 2 






5.8 4 



[0031] ELbofiBC ;*^fc^3flHxfcSfifc* 
[00 3 2] 



•7vK£>iS£il£-e*£ 



[0033] *MH»J 1 

2— ->7V — 3- ( 3 -7/^071; fvV-) fc° 

y 

^M^by -7A1 3. 8 g&TJ«C3i*/— /l-2 4 0inl 
Tl/^-5^{C, 3— TVl^n^ai./— /W5 6. 9ral$:inx. 

fco mux'O. 5f%mmuz&. *?&iwrF, 3-y 
p^f/i'-2-v'7; t°y yyi 0 3 g-s-iQxfc 2 

=R&fe$«*U 1 0%7>@Hb^- h 'J ? 

jMbu aaaateass. o.g*»fc„ ^^^^ 
-^/ua^fSteauTs a^s 2-5 sT^ftwt* 

30 faZ'tefLo 

j&f&mB. C 13 H 9 FN 2 O 

C, 68.42; H, 3.97; N, 12.27 
C, 68.37; H, 4.03: N, 12.25 
[0034] #^0>J 1 »*fe(CW.LT, #%#'J 2-5 

[0 0 3 5] #%#'J2 

2 -yjy - 3 - (4 -7/M"P7xy /W) t° 

y^v 

(iso-PfaO) 
40 ik£ 9 8. 5 — 9 9. 5°C 
C 13 H 9 FN 2 O 
C, 68.42; H, 3.97; N, 
C, 68.43; H, 4.01; N, 
[0 0 3 6] mm0'\3 

2— ->T7 — 3— (2-^t3D7i/*i/^f;l') t°y 

ttS* tfeT'll^ (iso-Pr 2 0) 
fik£ 9 2~9 3 < C 
5cS5»«fl£ C 13 H 9 C1N 2 O 
50 Sfwftt C, 63.82; H, 3.71; N, 11.45 



98. 



12. 27 
12.22 



15 

H^ftt C, 63.71; H. 3.67; N, 11.41 
[0 0 3 7] #3§#J4 

2-V-7V-3- (4-^OD7i/^f^) 

titstfc ^fc/yXAjl (iso-Pr 2 0) 

7 6-7 7<C 
7t*#Wftt C 13 H 9 C 1 N 2 O 

C, 63.82; H, 3.71; N, 11.45 
C, 63.88; H, 3.73; N, 11.42 
[0 0 3 8] #%f?ij5 

2- >77-3- (3-yo*7x/^f/V) k'D 

ttR Sfe^yXAfs (iso-PrOH) 

5 8~5 9 C C 
7C^>Wfit C 13 H 9 BrN 2 O 
JSfeffi C, 54.00; H, 3.14: N, 9.69 
H^ffi C, 54.00; H, 3.07; N, 9.67 
[00 3 9]###J6 

3- {3-yfr*v7^;*(-» t°y i^V-N-^r-y- 
4 K 

nr^nDjKSfgE4 6. 3 g^-fL^^^>'4 6 Oral 
SfflB^ SfflflttfTN 3- (3-7/^D7^y=3fv-) 
\?V iSls3 7. 3 5 g <Di&it* f- 3 8ml^fi5^1 6 
~3 7°CTTlSTU 1. seaSffia-CMttUt, 2 0% 
-fflBfflt*3(W- h I> ^^oWSffil 2 OmlSrJDx. MttL 

JSftL-C, St^5 9-6 1X,<D&&$W&&W!U 
ymftffim CuHs FN0 2 
Wmlvt C, 64.39; H, 3.93; N, 6.83 
Hifcfi C, 64.27; H, 3.94; N, 6.68 
[0 0 4 0] #%#'J7 

2— >r/-3- (3-7/p^-D73i/df.'>) ey^v 

3- (3-7/Utn7x;Jf-» tryv'y-N-^ff 
-YK3 3. 44g, Tir F—FU/H 8 Oral, MJj^" 
/UT5V4 5. 9ral, i/T^itY V ^/^>V/>6 4. 
6ral<OrS^Sr4B^D^lg5cLfCo ^Srg*bfc 

^b^^l^>-2 0 0mli: ^ATk^fR 
10 0nd*J!W;tMI*Lfc. *mB£7k5 OmlT* 

ifLt, flttBg&A 2 8. 3 0 g Sr#fc. gtS^fvu^ 
<b¥$ftl L-Ts BMS 9 2 ~ 9 3*C<0»iafeSSft S:#fco 
5B«MJHtt C 12 H 7 FN 2 O 
S^flt C, 67.29; H, 3.29; N, 13.08 
£RK C 67.41; H, 3.44; N, 13.12 
[00 4 1] #%#iJ8 



(9) ^¥6- 1 9 2 2 6 3 
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8-7/M-n-5, 1 1— i*fc Kc-<yX [b] 3h*M? 

tv [4, 3-b] tnjv^-i \-*-y 

V V * ? >^jU^>m9 2 1 g IC, 7jC/£gtl$ 

T\ 2-*>7V-3- (3-7/Utf7i;#^f 

KMtfUfcSU RSSiHig**** 14 0 0ml<W-&t\ 
S|i£&$5 7. 0ml£*P;t*:&. 6B3ffag|#L 
Tto *rttiLfc«Si*»RU »bilfc8«ltSIS!H^*3 
O 0mlS.U^K* U "7 A 2 7 . 0 g £flD;tTpH 9 Icf^ 

4 2. 6g^}|fc g^^^ibS^ B B B LT, St^l 
4 4-14 5\X>**e*HRi&*»fc. 
TEm^ffifit C 13 H 8 FN0 2 
SUfiS C, 68.12; H, 3.52; N, 6.11 
m&ffi. C ,68.17; H, 3.68; N, 6.39 
[0042] #%#'J 8 a&m&miX, #Mf#'J 9~1 

[0043] #M§#«J9 
20 9 -7/M-n-5, ll-^fcKD^yXCblt+t 

try [4, 3-b] brysv-i l-a-v 
tta* ife/yx^ (AcOEt) 

St£ 145~146t: 
5£*##flit C 13 H 8 FNO z 

C, 68.12; H, 3.52; N, 6.11 
C ,68.00; H, 3.61; N, 6.11 
[0044] ###'J 1 0 

7- i?Dn-5, 1 1 -i?k Ko-^VX Cb] ^-df-trf 

/ (4, 3-b] eyi?y-ii-ty 

30 mk ft&*Htttl (AcOEt) 
Bfc^ 149-150t 
Ttmftffim. C 13 H 8 C 1 N0 2 
g^fi C, 63.56; H, 3.28; N, 5.70 
Hgfcffi. C, 63.35; H, 3.29; N. 5.65 
[0045] ###J 1 1 

9 1 l-v^fc KcfO-X [b] ^^Hrtf 
/ [4, 3-b] tfJ^Z-ll-^ 
•tt^C Mfe-g^feMimfB (AcOEt) 
207~208t 
40 Ttm^Wit C 13 H 8 C 1 N0 2 

mffi& C, 63.56; H, 3.28; N, 5.70 

mme. c, 63.39; h, 3.19; n, 5.63 

[0 0 4 6]#^^J12 

8- 7d^-5, 1 1-yt Kn-iyX [b] ^-drirk < ' 

/ [4, 3-b] fyyy-11-ty 

flSfe&fa (AcOEt) 
Ht^; 144~145t 
TC^Wfit C 13 H 8 BrN0 2 
3Sfife C, 53.82; H, 2.78: N, 4.83 
50 mm C. 53.78; H, 2.76: N, 4.83 



(: 

17 

[004 7] ###'J1 3 

7- 7/Vto-lOH-^ [b] ^7/ C3, 2- 
b] t°y 1 o-^-^ 

mi (AcOEt) 
220-22lt 

™mvm. C 12 H 6 FN0 2 

gf&fjt C, 66.98; H, 2.8K N, 6.51 
ISRfig C ,66.97; H, 2.82; N, 6.57 
[0 0 4 8] ##fi?'Jl 4 
5, 11-^fcKD-ll- 

v^/u) Cb] ^-trtV [4, 3-b] fy^ 

1— 3 — 

4-?nD-N-yf/VtX!)v?y2 3. 5 g, 8'J#C^ 
^■>^A4. 2 8 gSOWf h 7 1 Ko 75^ 6 O 

5, H-^tKD^vXtb] ;-h*HrtV [4, 3- 
b) b°D v?>— 1 1 18. 5 gCD^Tkf h7k K 

077^10 omKDm&zmr^t^ msrc 1 mfflBB* 

2 0gm ^-x/VT'tttBLfcu «BW*7KT7aa*. 

®m&&£k io. 8 4 g £#/Co f y tr 

/Wj.— ^/KOil^/^H^B LT. Bb£ 13 6. 5-1 

3 7. 5 , CiOtf8tfe? , y**A&»fc. 
5EJS##flfi: C^HzzNz 0 2 

aSMt C 73.52; H. 7.14; N, 9.03 
H&fif C, 73.43; H, 7.17; N, 9.08 

[0049] #2%fi»J 1 4 <^75i5fei'JPa0.t--C, 1 5 

~2 0^b^Hfe 

[0 0 5 0] #5%fi»Jl 5 

8- 7/U^-o-5, ll-^tKo-ll-.d-^f 
/V-4-fcV<yi?=:^) 'OX Cb] ^-=¥irfcV C4, 

3 - b ] eyyy-n a 

'l&ftfetfctkft (Benzene) 
m& 144~145t 
TtrnftWlM. C 19 H 21 FN 2 0 2 

WxM C, 69.49; H, 6.45; N, 8.53 

Hgjfit C, 69.60; H, 6.45; N, 8.43 
[0 0 5 1] ##PU 6 

9- 7/V^-d-5, ll-v^tKn-ll- 
/V _4_f^yi/-;U) -O-X Cb] ^f-irtV C4, 

3 - b ] tr y ^x-ii -^A' 

mk &m&&Bm (AcOEt-iso^ r2 0) 
Mt£ 13 8~140°C 
5&&fflm C 19 H 21 FN 2 0 2 

JH&fifT C, 69.49; H, 6.45; N, 8.53 

H^ffi C, 69.44; H, 6.50; N, 8.44 
[0 0 5 2] ##0«Jl 7 

7-^op-5, 1 l-v?fc 1- (l-yfvP 



. 0) #gl¥6- 1 9 2 2 6 3 
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_4_ t -^y ^-/p) ^yX Cb] ;j-*-fcfcV (4. 3 
-b] try v?>- 1 1 A- 
ZfeffltR (iso-PrOH) 
Jj&& 164-165^ 
Ttmfttim. C 19 H 21 C1N 2 0 2 
WMS. C, 66.18; H, 6.14; N, 8.12 
■mm& C, 66.06; H, 6.11; N, 8.05 
[0 0 5 3] ##<?'Jl 8 

9->7ou-5, 11-^tKn-ll- (1-^fyV 
10 — 4-fcV<y v 1 — A) ^<VX Cb] ^-fetV C4, 3 

- b] try v-V- 1 1 A- 

I v (liq) cm _1 : 3312 

NMR^^^ f/l' 8 (CDC1 3 ) PPm : 0.74-0.84(1H, 
m) , 1. 03-1. 15 (1H, m) , 1. 55-1. 90 (4H, m) , 2. 22 (3H, s) , 2. 60 
-2. 85(3H, m), 4. 98(1H, d, J=16Hz), 5. 48(1H, d, J=16Hz) , 6. 
46 (1H, s) , 7. 03 (1H d, J=8. 5Hz) , 7. 20 (1H, dd, J=8. 5, 3Hz) , 
7. 23(1H, dd, J=7. 5, 5Hz), 7. 35(1H, dd, J=7. 5, lHz), 7. 86(1 
H, d, J=3Hz) , 8. 44(1H, dd, J=5, 1Hz) 
20 T^fiffim*'*-^? hA- : C 19 H 21 C 1 N 2 O z 
lilt m/z : 344.1292 , 346.1262 
mtHB. m/z : 344.1288 , 346.1260 

[0054] 9 

8-7^^-5, 11-^tKo-ll- (1-^f^ 
-4-k"-<y v 5 — A) Cb] ^MrfetV C4, 3 

- b] t°y s^- 1 1 

(AcOEt) 
Sl£ 1 33-1 35*0 
. TClftfttflfi C x9 H 21 BrN 2 0 2 ■ 1/4H 2 O 
30 SUfelfi C, 57.95; H, 5.50: N, 7.11 
H^ft C, 58.08; H, 5.41: N, 7.11 
[0 0 5 5] ###J2 0 

7-7/uto-io- (1— y.^/w— 4-tr-^y v 5 — 
a-) -10H-- <w Cb] tr 7 y (3, 2-b) try 

v 5 ^— 1 0 — Jh-A' 

I R^>-<^ hA- v (liq) cm _1 : 3072 
NMRX^^ f/U 6 (CDCI3) PPm : 1.12-1. 19 (1H, 
m) , 1. 43-1. 46 (1H, m) , 1. 59-1. 97 (5H, m) , 2. 15 (3H, s) , 2. 74 
40 -2. 80 (2H, m), 4. 31 (1H, s), 6. 86 (1H, dd, J=9, 2. 5Hz), 6. 94 
(1H, td, J=8. 5, 2. 5Hz) , 7. 29 (1H, dd, J=8. 5, 5Hz) , 7. 45 (1H, 
dd, J=8. 5, Ufa) , 7. 64 ( 1H, dd, J=8. 5, 6Hz) , 8. 42 (1H, dd, J= 
5, 1Hz) 

■&&m£*tt^ bA : C 18 H 19 FN 2 0 2 
aSMB m/z : 314.1431 
Hi^fi m/z : 314.1427 
[0 0 5 6] #*#'J2 1 

5, 1 1— 5>fc KD-1 1- (l-^7^At°-<y v?V- 

4— < Cb] ^-^f-fetry C4, 3-b) 
50 t° y v?y 



(1 1) 
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5, 1 Kd-1 1" 

v^/u) -OX [tO ><h*MrfcV [4, 3-b] fc e y^ 

jtmftVm C 19 H 20 N 2 O ■ 1/4H 2 O 
C, 76.87: H, 6.96: N, 9.44 
fcftt C, 77.16; H, 6.86; N, 9.55 
[005 7] ##ffl2 KD^mcfm^r, iMf#j2 2 

[0 0 5 8] #=%(5iJ2 2 

8- 7/1-^-5, ll-^tKo-ll- (1-^^- 

[4, 3-b] t°y^ 

mk ^fe/yXAfa (AcQEt) 
HlA 1 2 5-1 26°C 
5mfrffiU C 19 H 19 FN 2 O 

C, 73.53; H, 6.17; N, 
C, 73.30; H, 6.28; N, 
[0059] ###«J23 

9- :7/W-^-5, ll-i/tK*- 

/vt°-<y v?y-4-^yT^) -<vx [b] 
C4, 3-b) t*yvV 

fcfctfc (iso-Pr 2 0) 
jfibft 14 6— 14 8°C 
T^^Wfit C 19 H l9 FN 2 O 

C, 73.53; H, 6. 17; N, 
C, 73.57; H, 6.18; N, 
[0 0 6 0] #%#!J2 4 

7-^nn-5, 1 1-v^fc Kp-1 1- (1-^f^ 
txy^y-4-YyT-V) -O-X [b] ^-fetV 
[4, 3-b] trys^ 

tt#C ife^yX^ (iso-PrOH) 
K^C 1 6 9— 1 7 0°C 
Sm^WK C 19 H 19 C 1 N 2 O 

C, 69.83; H, 5.86; N, 8.57 
C, 69.87: H, 5.79; N, 8.52 
[0 0 6 1] #%#J2 5 

-o-x [b] ***bfy 

[4, 3-b] t o vi?>--zmm& 

HA 2 7 4 — 2 7 5. 5°C 

Ttlfefrflfftt C 19 H 19 C 1 N 2 O • 2HC 1 • 2H 2 O 



9. 03 
9. 14 

1 1- (1-^^ 



9. 03 
8.89 



30 



6- 1 9 2 2 6 3 
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5.78; N, 6.43 
5.79: N, 6.27 



io m 



55 
49 



(3, 



-4-- f 
2-b) 



WHM C, 52.37; H, 
H^ffl C, 52.66; H, 
[0 0 6 2] ##0iJ2 6 

8-^^-5, 11-^tKP-ll- (l-) 1 ^ 
tvy^y-4->f!]ry) -o-X [b] ^r-fetV 

C4, 3-b] ey^v 

tfctfc £»Sfeg*fe (AcQEt) 

1 7 6-1 7 8^ 
TC^Wtt C 19 H 19 BrN 2 0 

C, 61.47; H, 5. 16: N, 7. 
C, 61.38; H, 5. 15: N, 7. 
[0063] ##PJ2 7 
7-7/M-n- 1 0- (l-^A'fcX 

yfv) - 1 0H-^y/ Cb] tr^y 

mk ^^Ife^yXAfa (iso-Pr^) 
H& 9 9 - 1 o ox: 
5tm&$m C 18 H 17 FN 2 O 
m&m. C, 72.96; H, 5.78; N, 9.45 
20 H^fB C, 73.05; H, 5.83; N, 9.45 
[0064] #%#J28 

4- (5, 1 l-v?t: Kd^X [b] ^irtV 

[4, 3-b] t°y^y-n--fyfV) t°-<yvV 

5, li-^tKp-ii- d-^f/^y^y- 
4-^yr f v) ^x [b] ***tr/ [4, 3-b] 

t o y^>-7. 6 7g, ^pd^x^U5 0. 2ml&tf 
5 0nd^^^4B^*^a^b 

yX7^Vk W£**^-*9 /—A? (30:1) ) t 

stiu ibft 1 7 1 - 1 7 3^*^^ xaa*w 

TC^Wffi C 21 H 22 N 2 O s 

C, 71.98; H, 6.33; N, 7.99 
C, 72.07; H, 6.31; N, 7.95 
[0065] ###J2 8<Djj&\c3m^X» ^%®\2 9 
-3 30fb^^#fco 
40 [0 0 6 6] ##(?«J2 9 

4- (8-7/u^-n-5, 1 1-i/t Kn-<yX [b] 

ah** try [4, 3-b] t°y v^v-i l-^yxv) 

I R*-<^ hA- v (liq) era _1 : 1698 
NMR^ 5 (CDCI3) ppra : 1.26(3H,t,J= 

7. 5Hz) , 2. 28-2. 64 (4H, m) , 3. 08-3. 29 (2H, ra) , 3. 49-3. 85 (2 
H,m),4. 15 (2H, q, J=7. 5Hz) , 4. 85(1H, d, J=12. 5Hz) . 5. 61 (1 
H, d, J=12. 5Hz), 6. 52(1H, dd, J=10. 5, 2. 5Hz), 6. 59-6. 62(1 
50 H, ra), 7. 05 ( 1H, dd, J=8. 5, 7Hz) , 7. 26 (1H, dd, J=7. 5, 5Hz) , 



21 



10 



20 



fc° 



7. 69-7. 71 (1H, m). 8. 56(1H, dd, J=5. 1Hz) 
WjM^^^ M': C 21 H 21 FN 2 0 3 
m/z : 368. 1536 
m/z : 368. 1526 
[0 0 6 7] ##^'J3 0 

4- (9-7/WxJ"D-5, ll-^tKo^VX(b) 
^-frfcV (4, 3-b) t?y^>—l 1 — CIJtV) 

I RX^<y h/V- v (KBr) cm _1 : 1698 
NMR^ h/V 6 (CDCI3) ppm : 1. 11 (3H, t, J=7 
Hz), 2. 26-2. 68 (4H, m), 3. 08-3. 31 (2H, m), 3. 72-3. 91 (2H, 
m), 4. 13 (2^ q, J=7Hz), 4. 83 UH, d. J=12. 5Hz) , 5. 56 (1H, d, 
J=12. 5Hz) , 6. 77QH, dd, J=8. 5, 5Hz) , 6. 82 (1H, td, J=8. 5, 3 
Hz) , 6. 86 UH, ddd, J=8. 5, 3, 1. 5Hz) , 7. 24 ( 1H, dd, J=8, 5H 
z), 7. 66(1H, dd, J=8, 1. 5Hz) , 8. 56(1H, dd, J=5, 1. 5Hz) 
feimffe-?**^? : C 21 H 21 FN 2 o 3 

m/z : 368.1536 
3mm.. m/z : 368.1541 

[0 0 6 8] #%#J3 1 

4- (7-^on-5, 1 l-i/t Ko-O-X [b] 
df-irbV [4, 3-b) 1— f !/fV) 

tfebt ^fM-ftS (AcOEt) 
SLS 149. 5-1 5 l^C 
TC^WfiS C 21 H 21 C 1 N 2 0 3 
^flt C, 65.54; H, 5.50: N, 7.28 
l^fit C, 65.57; H, 5.58; N, 7.19 
[006 9] #3f#J3 2 

4- (9-^od-5, 1 1 -v?fc Kp^VX (b) ;t 30 
*HfcfcV (4, 3-b] fH^y-ii-fDfv) f 

(AcOEt-iso-PraO) 
1 6 6—1 6 8°C 

jm^mm. c 21 h 21 c i n 2 o 3 

WnfiM. C, 65.54; H, 5.50; N, 7.28 
C, 65.42; H, 5.53; N, 7.15 
[0070] #%0ij33 

4- (8-7^^—5, 1 Kn^VX Cb] 

=3Hrtv [4, 3-b] ey^v-i 1— ry^v) £ 
^<y vV j&a* ^-tfeac^vu 

ttR Wl^la (AcOEt) 
its 163~164 C C 
7£^>tfHtt C 21 H 21 BrN 2 0 3 
WafiM. C, 58.75; H, 4.93; N, 6.53 
H^fifi C, 58.68; H. 4.87; N, 6.55 
[0 0 7 1] ##piJ3 4 

5, 1 1— K0-1 1- (4-t^y-yyfy) ^ 

yX [b] t^rttV (4, 3-b] fy^V 
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4- (5, 1 KP^VX (b) 4-=3f-ttV 

(4, 3-b] fy-yy-ii-y!)r>) fc'xyv 5 / 

*/^>^^W 6 . 5 3 g , MSA\^3 y A 6 . 15 
g%.TM y-?x*'<J— A* 5 OmlCOZft^lSr 1 9H#f«9;!jPlfc 

^V-/W^^bbLT, Sbk2 7 5~2 8 0°C (# 

/») (Dim&^^m^ 

TtWXWM. C 18 H 18 N 2 O- 2HC 1 • 1/2H 2 O 
SSK8: C, 60. OK H, 5.88; N, 7.78 
C, 60.06; H, 6.15; N, 7.73 
[0 0 7 2] ##f?iJ3 4<nj5m\cm&L-X, #%#J3 5 

-3 9<?Xk:-a^Sr#fco 

[00 7 3] ###13 5 

8- 7/U^-d-5, 11-yth'n-ll- (4-^ 
y ^!lfy) "<XX (b] ^irtV [4, 3-b] t° 

y 

>mx (AcOEt) 

1 7 3—1 7 4=0 
ymmm C 18 H 17 FN 2 O 

C. 72.96; H, 5.78; N, 9.45 
C, 72.71; H, 5.86; N, 9.29 
[0 0 7 4] #%#>J3 6 

9- 7A-;i-o-5, 11-^tKP-ll- (4-t^ 

D-^yfv) -^vx [b] ^-ttv C4, 3-b] \f 



tt^t (AcOEt) 
ffiM. 1 5 4—1 5 5<C 
S^Wit C 18 H l7 FN 2 O 

WaM. C, 72.96; H, 5.78; N, 9.45 

H^ffi C, 72.64; H, 5.93; N, 9.33 
[0 0 7 5] #%#J3 7 

7 -y ata-5, 11-^tKP-ll- (4-tVjJ 

■^yfv) (b) ^-fetv (4, 3-b) t°y 



•fttf *fe^H B B (AcOEt) 
BlS 173~175t 
S^Wit C 18 Hi 7 C 1 N 2 O 
gSMI C, 69.12; H, 5.48; N, 8.96 
C, 68.97; H, 5.52; N, 8.79 
[0 0 7 6] ###J3 8 

9-y nn-5, H-i/tKc-ll- (4-tXy 
•?Pfv) ^yX [b] ^rirtV (4, 3-b) t*y 

■\m timZMrtHM, (AcOEt) 
aS 18 0-1 82=0 

T&MWm. c 18 h 17 cin 2 o 

50 W$M C 69.12; H, 5.48; N, 8.96 



1 OH Cb) 



-10 
9. 1 



2-b] ey^> 
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H&fifi C, 69.21; H, 5.40: N, 9.00 
[0 0 7 7] ##fr'J3 9 

8-yc7^-5, ll-v't h'o-ll- (4-t°-<L) 
•^!)fy) -O-X Cb) ^irfcV [4, 3-b] t°y 

tttft IMB&INii (iscrPrOH) 
ffiM. 17 9~181°C 
Ttmftffife C 18 H l7 BrN 2 0 

C, 60.52; H, 4.80: N, 7.84 

C, 60.41; H, 4.91: N, 7.69 10 
[0 0 7 8] #%0SJ4O 

io- (4-f-^y v^y fv) 

t°7/ [3, 2-b] hTyv^ 
10- (l-^f/H:'^';^ 
H — «>V [b] f7/ C3, 

l g, 1, 2-^00x^^9 lmlSlFT* y^/ur 

^ D nxfyH4. lnl*arFUfc. Sffl-C14^NHH* 

fco 1, 2 - v?^ u Vl^S»Lfct, jflm 20 
Lfco m&Z-**/— /V-9 lmlSrflP^ 1 B#F^j^ffi5gSE 
Ufc. KI«$B&4**»EE*i!iLfcfL SBStaK&tfl 0 
frf- b y ^ATt^S^Px, P H l o icwftu & 

n^y-^y- CT/w?-^, ifefty^uy- y*y- 
/K20:D) -CflKU. t8fett««W8. 0 2 g 

*-*S~-/lri*tamMiVX> Sb&1 96-1 99t 
<7y$m&7V XASSrttfCo 30 
^mfrvm C 17 H 16 N 2 O • HC 1 
Hit C, 67.88; H, 5.70: N, 9.31 
C, 67.57; H, 5.69: N, 9.19 
[0 0 7 9] ##0>J4 0<D^mzimL-X. ###J4 1 

[0 0 8 0] #^>J4 1 

7-7/VtD-10- (4-^!)^!)^) -10H 

— <yj tb] t°v/ [3, 2-b] *'Vi?>--mm 
mz tm&zryx-j*& (EtoH) 

MM. 2 17~2 19t 40 
53R»«f«t C 17 H 15 FN 2 O • HC 1 
Wm^. C, 64.05; H, 5.06: N, 8.79 
Jggfcfit C, 64.00; H, 5.10: N, 8.80 
[0 0 8 1] USSfi&jl 

3- [4- (5, 1 l-v?t Kn^yX [b] J*-=*-fctf 

y C4, 3-b] ^yyy-n-^!)fy) txy-? 
y) 7°nt°^^-J^^ 

(1) 3- [4- (5, ll-vJfcKP^yX [b] ;T 

dffctry (4, 3-b] ey >?v-i i— f y^v) tr 
-<yy;] i/p tr^^fifen^vu 50 
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5. 1 i-v?t kd-i 1- (4-f^y^yxy) -< 
y-x Cb] ^-fetv [4, 3-b] t°y-> i y2. 45 

g . yW3 0mlS.t>*r^ yAflfcx-fvU. 4 4ml 

m u — -*y-^x-ym uee&A 3. 1 2 g £ 
1 - 1 1 3^cwf§fe^y XAfi&wi. 

I R^t? h/U v (KBr) cm -1 : 1730 
•^y.*^ f-/U m/z : 378 (M + ) 
NMR^ 6 (CDC1 3 ) ppm : 1.25(3H,t,J= 

7. 5Hz).2.00-2 90(12H,m),4. 14(2H, q, J=7. 5Hz), 4. 83(1 
H, d, J=12Hz), 5. 65(1H, d, J=12Hz), 6. 79(1H. dd, J=8. 5. 1H 
z) , 6. 86 (1H, td, J=7. 5, 1Hz), 7. 05-7. 15 (2H, m), 7. 21 (1H, d 
d. J=7. 5, 5Hz) , 7. 67 (1H, dd, J=7. 5, 2Hz) , 8. 54 (1H, dd, J=5, 
2Hz) 

lK1imtfr?XX'<? ■ C 23 H 26 N 2 0 3 
m/z : 378. 1943 
m/z : 378.1939 
(2) 3- [4- (5, 11-ytKo^yX (b) 
=*HrtV (4, 3-b) t°y v?V-l 1 — (!lfy) 

"<y->v) zfv • 

3- (4- (5, 1 l-v?t Kn^yX Cb) ^-fet" 

y [4, 3-b) tfy^y-n-^yfy) txyy 
y) 7°Dt°^-y^^/u2. 50g, 2N7k®Ht:M-y 
t> iv*3§*£ 6 . 6mlS.t>V 9 J —>\> 2 5 mlcD^-g^Sr 

2 . 5 Haass-raw* ut, i o °/<m&i<mimi) p^ph 
4tn«iLfc«, attBUSHUt. sss&m^^/-^ 

T'tttti U «JttfiRa«ffiU-C#eiBnft 2 . 5 2g$:f 
fc* 3i^y-^^S^L-C, m^2 0 3-2 0 6 , C 

TC^Wfit C 21 H 22 N 2 0 3 -HC1 -H 2 O 
C, 62.30; H, 6.22: N, 6.92 
C, 62.51; H, 6.00; N, 7.02 
[0 0 8 2] |»J2 

3- (4- (8-7/U^-o-5, H-z'kKB^yX 
(b) ^irtV C4, 3-b) fy-yy-iiHiJ 
x>) t^ys^y) T'oftvt 

(1) 3- C4- (8-7/U^-d-5, ll-v?tKn 

-jyX Cb] ***try C4, 3-b) fy^y-n 
— ry^-v) t^yi/y) 7"Dft^^ 

SetePJl'- (1) <7?^©CiWS!LL-C, £tfcUt, 

I R^-sJ' h/U v (liq) cm _1 : 1732 
NMR^^ hAs 6 (aria) PPm : 1.26(3H,t,J= 
7. 5Hz) , 2. 1 1-2. 73 (12H, m) , 4. 14 (2H, q, J=7. 5Hz) , 4. 83 (1 
H. d, J=12. 5Hz), 5. 63 (1H, d, J=12. 5Hz), 6. 51 (1R dd, J=10. 
5, 2. 5Hz), 6. 57-6. 61(1H, m), 7. 03-7. 06(1H, m), 7. 22(1H, d 
d. J=7. 5, 5Hz) , 7. 68 (ia dd, J=7. 5, 2Hz) , 8. 55 (1H, dd, J=5, 
2Hz) 

m%fffifc?X*-<? YrV: C 23 H 25 FN 2 Q 3 



( 
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m8M m/z : 396.1849 
H&fit m/z : 396.1852 
(2) 3- [4- (8-7/^d-5, 11-^tKn 

-<>x (b) ^-irtv [4, 3-b] fy-^y-n 
— r y f» t^y^y] ypt'tv® 

Hfe^Jl- (2) (0^lC2WabT, 

mi (Meojo 

Sfcft 16 0-1 6 1°C 
7C5ft5ftffffl[ C 21 H 21 FN 2 0 3 
aKHK C, 68.47; H, 5.75: N, 7.60 
H^fit C, 68.3K H, 5.75; N, 7.50 
[0 0 8 3] JS5fe0*j3 

3- C4- (9-7/W^-d-5, H-i'tKn^yX 

tb] ^Hrtv [4, 3-b] eys^-ii — ry 

(1) 3- [4- (9-7/^d-5, ll-v?tKn 

^o-x [b] ^-^r-fetv [4, 3-b] ey-^y-i 1 

— ' fyrV) t°-<y v/y] bT^->fifex^vu 
?&m\X- (1) cO^lc^jiL-C. -^figL/co 
tisR (iso-PrzO) 
Ul£ 10 0~105°C 

TxMftVm C23H25FN 2 0 3 

mfafSM. C, 69.68; H. 6.36; N, 7.07 
?&m. C, 69.67; H, 6.51; N, 6.88 

(2) 3- [4- (9-7/U^-c7-5, 

-o-x [b] ^-df-fetv C4, 3-b] ey >?>-i 1 
— ry-^v) f-^y v 5 /] t°^->^ 
loam- (2) ^icwaut^ ^fifcufc. 

tifeK- Wl+Mi (EtOH) 
ffi& 1 2 1 — 1 2 4<C 

TimftVm. C 21 H 21 FN 2 O s • 9/4H 2 O 
WmHS. C, 61.68; H, 6.29; N, 6.85 
m%lW. C, 61.67; H, 6.03; N, 6.87 
[0 0 8 4] Hte0"j4 

3- (4- (7-?od-5, ll-^kKP^X 

[b] ^irtv [4, 3-b] ey^-i 1-4 y 

ry) hT-^ysV] :7°c t°^->® • l£®s& 

(1) 3- [4- (7-^nn-5, 11-ytKD^ 

yx [b] ^-ttv C4, 3-b] ey-^-i l- 
^Ufy) txy-yy] /D^yfxf/i, 
9&mi- (1) O^ffilcWLT, -griSLfc. 

m&yV^BB (Acetone-EtzO) 
Sfc£ 110. 5-1 1 1. 5"C 
TC^tfrftt C 23 H 25 C 1 N 2 0 3 
WoM C, 66.90; H, 6.10; N, 6.78 
Hg&ffi C, 66.85; H, 6.17: N, 6.80 

(2) 3- [4- (7-?on-5, ll-^tKn^ 

yx [b] a-^-ttv [4, 3-b] eyvV-i l- 

yfy) f^'j-y/) /oftyi-« 
USH&ii- (2) axtsmzsmLx* -^fijcUfco 
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14^ *gg£f#A (EtOH-HzO) 
tt£ 24 9. 5-2 52. 5<C 
ytmmm C 21 H 2l C 1 N 2 0 3 • HC 1 
SSSrft C, 59.87; H, 5.26; N, 6.65 
H^fB C, 59.78; H, 5.19: N, 6.65 
[0 0 8 5] £$&0ij5 

3- [4- (8-?dp-5, .1 l-v^fc Kt"<yX 
Cb] ^f-ferkV (4, 3-b] t*y v?V— 1 1 — i V 
fy) f-ty^x] ^of*yt-i» 

10 (1) 3- [4- (8 -y dd- 5, ll-v'tKoX 
yX (b) ^-^HrtV [4, 3-b] fy^v-ll- 

^yyV) t^y^y] /DwyKxf^-tW 

tttf &&IS5i (iso-PrOH) 
§fe£ 2 1 0-2 1 3<C (£ffi 
vtWiWM. C 23 H 25 C 1 N 2 0 3 • HC 1 
Sffflffl: C, 61.47; H, 5.83; N, 6.23 
JUfcfiS C, 61.34; H, 5.80: N, 6.18 
(2) 3- [4- (8-ynn-5, 1 l-v*fc Kn^ 
20 yX Cb] ^irfcV [4, 3-b] t°y>?v-ii- 
-ry^y) t^yvV] Xn t^y®? • 

3©6S^*J 1 — (2) (D^mzimVX, £f£L7Co 

*Sfe&f B (MeOH) 

2 5 7 — 2 60t 6^) 
^Sf^Wt C 21 H 21 C1N 2 0 3 -HC1 
Sl^fg: C, 59.87; H, 5.26: N, 6.65 
H^fit C, 59.75; H, 5.28; N. 6.58 

[0086] $mme> 

3- (4- o-yun-5, n-ytKD-<yx 

30 [b] ^-trtV [4, 3-b] t°y^-l 1— Yy 

f>) txy-y/) yp^tyS. 

(1) 3- [4- (9-you-5, n-ytKp^ 

yx (t) ^-fctv [4, 3-b] ey^y- li- 
4 y x>) t 0 ^ y v= y ] Xu ^^m^/v 

■mm I- (1) W^*ldipB!tUT, ^Lfco 
im tm&£s$k (Ac0Et-is<r^20) 
(Sfe^. 118— 1 1 9°C 
5E^Wtt C 23 H 25 C 1 N 2 0 3 
®^f» C, 66.90; H, 6.10: N, 6.78 
40 Hgtffi C, 66.83; H, 6.12: N, 6.74 

(2) 3- [4- (9-yno-5, 11-i/fcKn^ 
yX[b] ^-fetV [4, 3-b] t°l]^V-ll- 

-ry^V) t°-<y^y] /Dftys 

?»Jl- (2) <7?7j&i'2pmLT, -g-^Lfc. 
'tt^t *ifef+*»CB B B (MeOH) 
jfbft 1 9 8—1 9 9. 5°C 
5cm^it C 21 H 21 C1N 2 0 3 ' 3/2H 2 O 
SSfjfg C, 61.24; H, 5.87; N, 6.80 
|£©Hfi C, 61.28; H. 5.79: N, 6.88 
50 [0 0 8 7] HS£#'J7 



27 

3- (4- (8-^13^-5, 1 1 -v't Ka-OX 

Cb) *#*try C4, 3-b] ey-^v-i i— f y 

(1) 3- [4- (8-^o^E— 5, 
yX(b) ^-JfirtV [4, 3-b) t^-^y-ll- 
4 y^V) k^yvV) /Df#>ti^ 
3HJiS#Jl- (1) (O^ICWLT, ^LfCo 

I v (liq) era _1 1734 

NMR^ F/V 6 (CDCI3) ppm : 1. 25 (3H, t, J=7 
Hz), 2. 07-2. 82(12H, m), 4. 14<2H, q, J=7Hz), 4. 83(1H, d, J= 
12. 5Hz) , 5. 62 (1H, d, J=12. 5Hz) , 6. 95-6. 99 (3H, m) , 7. 23 (1 
H, dd, J=7. 5, 5Hz) , 7. 68 (1H, dd, J=7. 5, 2Hz) , 8. 55 (1H, dd, J 
=5, 2Hz) 

W^mfe*^^? hA* ■ C23H25B r N 2 0 3 
m/z : 456. 1049 , 458. 1029 
m/z : 456. 1034 , 458. 1038 

(2) 3- [4- (8-^n^~5, 11-ytKo^ 
>X Cb) ^irkV C4, 3-b) 1- 

IBB0U- (2) c^trfelcigrS&LT, ^gtfc, 
tfsi* (iso-PrOH) 

13 7~139 C C 
T^^tfrfit C 21 H 21 BrN 2 0 3 -4/3H 2 0 
Slmfit C, 55.64; H. 5.26; N, 6.18 
C, 55.45; H, 4.97; N, 6.42 
[0088] MM^IB 

3- [4- (1 OH-^y-/ Cb) t°7/ C3, 2- 

b ) e y vV- 1 o — r y fy) tv< y ) ^ e^- 

(1) 3- (4- 

2-b) ey-^: 
mmn- (D ^iowit, ^ut. 

tfebt fSfetttfefl (acetone-AcOEt) 
gfck 179~181t 
7C^5>Wffi C 2 2H34N 2 0 3 • HC 1 
®fefil C, 65.91; H, 6.29; N, 6.99 
Hifcfff C, 65.79; H, 6.06; N, 6.84 

(2) 3- [4- (10H Cb) k'^y (3, 

2- b) try v?v-i 0— 'PJtV) tf^ys^y] 

^atfiPJl- (2) ^ICliiiLt, £*deLfc. 
tt^C gfSmfe7°yXA H B s <Me0H) 
SL£ 1 7 8—18 1°C 

^st##riit C 20 H 20 N 2 

Hfit C, 65.29; H, 
ftfK C, 65.02; H, 
[0 0 8 9] HSSCT9 

3- C4- (7-7^-lOH-^^ Cb) t c 7 
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y [3, 2-b) fy^y-io-f!)fy) tv<y^ 
y) /Dt't>t 

(1) 3- (4- (7-7/U^-D-lOH-^y/ 

Cb) fc*9y C3, 2-b) ey^v-io— ryr 

>0 k'-^y vV) :Aj k^^f&x-fvl- • 3y2 7v/l# 



(1 OH— (b) t^y [3, 

10-fyfy) t^y^y) -?v 



o 3 • 
6.44; 
6.39; 



7/4H 2 O 
N, 7.61 
N, 7.57 



5°C 

O3 • 3/2C 4 H A O a 
.25: N, 5.03 



9/4H 2 O 
N, 7.09 
N, 7.18 



■mmi- (i) <njrm~mmvx^ £*£uto 

tttf $3t£&ff B (AcOEt) 
gtS 1 5 9. 5 — 1 6 1. 

10 %mw&m C 22 H 23 FN 2 

C, 60.43; H, 5. 
C, 60.39; H, 5.28; N, 5. 06 

(2) 3- C4- (7-7/^O-10H ivy 

Cb) b*7y C3, 2-b) tfy v^-l O— -fVr 

>>) t°-<y^y) /oftySS 

|«6Wl- (2) ©ifflcWU, -&RgLfCo 
tt)» *tfc/yXJ>fi (EtOH) 
j&£ lll~114t 

5cm^wft c 20 h 19 fn 2 o 3 

20 Sfmffi C, 60.83; H. 6.00; 
H^fit C, 61.07; H, 5.89; 

[0090] wss\ 1 0 

4- [4- (8-7/Lv$-d-5, 
Cb) ^f-fefy [4, 3-b) 

xv) f^y-^y) 

(1) 4- [4- (8-7/^t3-5, ll-i^tKB 
-<VX Cb) ^"dMrfy C4, 3-b) eyvV-n 

-^ ufy) t^y-^y) ttftx-?*' 

8-7Ao*-P-5, 11-i/kKn-ll- 

30 u-yufy) -<^x tb) ^-fetv C4, 3-b) t° 

y 2 . 0 O g tCN, N- v=y ^-/U^/U^T ? K 1 4 
ml. &8fct>V -7-^1. 12g, 

1. lOiltiPt, *H5 0"CT?4. 5B#f«K^U7to 

v?^t7cry ^>--y^y— /u (70 : 1^50 : l-»2 
0:1)) TWEKL-C, 6 lgtftfe. -f 

y tf/Wot— 74<4>&ffl££ UT, g^7 2~7 4. 

40 5 °cco$fg£,x y XAfi«r#fc. 

5c*»PHe C 24 H 27 FN 2 O3 

SIMS C, 70.22; H, 6.63: N. 6.82 

l^ffi C, 70.27; H, 6.66; N, 6.79 

(2) 4- [4- (8-7/P^"D-5, U-v?fcKD 

-ox Cb) ^-fetv [4, 3-b) ey-yy-ii 

— w Df» t^y-^y) sm 

mmmi- (2) ojfflrwit, assi*. 

■Wfc mt&f££k (acetone-iso-Pr 2 0) 
SL£ 1 2 6. 5-1 29. 5V. 
50 TC^WflS C 22 H 23 FN 2 O3 • 3/4 H 2 O 
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6.24; N, 

a 16; n, 



7.08. 
7.02 



1 1 — v^fc Kn^VX 

ey vv-i i->r y 



C, 66.74; H, 
C, 66.89; H, 
[00 9 1] !©£#'J1 1 

5— (4— (8— 5, 
(b) ^irfcV [4, 3-b) 

(1) 5- [4- (8-"7/^^-5, U-?tKP 
^yX [b] ^irtV [4, 3-b) eyv>v-ii 

— ( y fv) e-* y ] s^®^^ 

0- (1) £fifcLfco 

I hA* v (liq) cm _1 : 1732 

NMR^ b/^ 6 (CDCI3) PPm : L25(3H,t,J= 
7. 5Hz) , 1. 50-1. 72 (4H, m) , 2. 27-2. 95 (12H f m) f 4. 12 (2H, q, 
J=7. 5Hz) f 4. 83 (1H, d, J=12Hz) , 5. 62 (1H, d, J=12Hz) , 6. 51 
(1H, dd, J=10. 5, 2. 5Hz) , 6. 59 (1H, td, J=8. 5, 2. 5Hz) , 7. 04 
(1H, dd, J=8. 5. 6. 5Hz), 7. 23(1H, dd, J=8, 5Hz) , 7. 68(1H, d 
d, J=8, 2Hz) , 8. 55 (1H, dd, J=5, 2Hz) 
WAm^^^t M": CssH^FNz 0 3 
W&{\K m/z : 424.2161 
H^ftt m/z : 424.2160 

(2) 5- [4- (8-7/^d-5, 

-<vx [b] ^irtv [4, 3-b) try^v-ii 
-^yf» t°*<y>V) 

laSWl- (2) c^^i^^LT, ^JcUfCo 
ffitfc gfctfe&#£S (acetone-iso-PrzO) 
gfc£ 10 4—106. 5°C 

5m&$riU C23H25FN2 o 3 

C, 66.65; H, 6.57; 
C, 66.77; H, 6.53; 
[0 0 9 2] ^06011 2 

6- [4- (8— — 5,- 
[b] ^irtV [4, 3-b) 

(1) 6- [4- (8~V/^cr-5, 11-^fcKD 

-<yx cb] **-fetfy C4, 3-b] try >>v-.i 1 
— < y r^) t^y^y] 

^SS^JIO- (1) ^i«tr, -&j£Lfc« 

#E»fi*ttfcSi (n-Hexane) 
Rb£ 60. 5-62. 5°C 
5c*#tFflil[ C 26 H 31 FN 2 O3 
Hfgrffi C, 71.21; H, 7.13; N, 6.39 
|9&fik C, 71.26: H, 7.19; N, 6.35 

(2) 6- [4- (8-7/^d-5, ll-v^tKP 

-<vx [b) ***tv [4, 3-b) try^v-i 1 
— r y tV) tv*yav] ^-^>®-ffigss 

HSfe^Jl- (2) *«lt, -StftUfco 

fclfetHfcll (MeOH) 

2 4 0 — 2 4 3°C 
7at##Tffi C 24 H 27 FN 2 0 3 -HC1 



• H 2 O 

N, 6.76 
N, 6.70 

try^v-i 1— < y 



WH^P 6-192263 
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N, 6.27 
N, 6.26 



6.31; 
6. 30; 



1 l-i/M Kn-<>X 

try^-i i-^y 



1 l-S/fc 

t°y^>-i 1 



C, 64.50; H, 
C, 64.45; H, 
[0093] 3 
3- [4- 

[b) ^firtV (4, 3-b) 

rv) tr^ysv) ggg£ 

(1) 3- [4- (8 --7/^0—5, 

^yx [b) ***try [4, 3-b) 
-^yy-V) k°^y^y) gg^^/u 
10 IStffllO- (1) «cWLt^ ^JcLfCo 

I v (liq) cm _1 : 1734 

NMR^^ bfr 5 (CDCI3) ppm : 1.03(3H,d,J= 
6. 5Hz) , 1. 23-1. 30 (3H, m) , 2. 16-2. 84 (10H, m) , 3. 15-3. 25 
(1H, m) , 4. 08-4. 18 (2H, m) , 4. 82 (1H, d t J=12Hz) , 5. 64(1H, 
d, J=12Hz>, 6. 50 (Hi dd, J=10. 5, 2. 5Hz), 6. 58 (1H, td, J=8. 
5, 2. 5Hz), 7. 05(1H, dd, J=8. 5, 7. 5Hz), 7. 21 (1H, dd, J=7. 5, 
5Hz) , 7. 67 (1H, dd, J=7. 5, 2Hz) , 8. 55 (1H, d, J=4Hz) 
W^OWB^^^^ VA, : C 24 H 27 FN 2 0 3 
20 Sltffi m/z : 410.2006 
H^fg m/z : 410.2006 

(2) 3- (4- (8-7/^n-5, 11-^tKn 
-O-X [b) ^irtV [4, 3-b) t°!)v?y-ll 

->r y^-v) t^yvV) §^ 

I R*-^ v (KBr) cm _1 1614 . 1582 

NMR^^ 6 (CDCI3) ppm : 1.09(3H.d,J= 

6. 5Hz) , 2. 34-3. 23 (1 1H, m) , 4. 85 (1H, d, J=12Hz) , 5. 58 (1H, 
30 d, J=12Hz) , 6. 54 (1H, dd, J=10. 5, 2. 5Hz) , 6. 16 (1H, td, J=8. 
5, 2. 5Hz), 7. 03 (1H, ddd, J=8. 5, 6. 5,1. 5Hz), 7. 26 (1H, dd, J 
=7. 5, 5Hz) , 7. 69 (1H, dd, J=7. 5, 1. 5Hz) , 8. 56 (1H, dd, J=5, 
1.5Hz) 

Wjmfc?*^? h^: C 22 H 23 FN 2 O3 
m/z : 382. 1693 
m/z : 382. 1696 
[0094] IOIPJ 1 4 

3- [4- (8-7yP^n-5, 1 1-^fKo^yX 
Cb) ^eirtV (4, 3-b) t°y^y-n- <y 

40 r-V) fc^ytV) -2-^^/U7 p n^>« 

(1) 3- [4- (8-7/^n-5, 11-^tKn 

^yx [b) ^irtv [4, 3-b) t°y^y-n 
m&mio- (1) o*ia«tx, muco 

I R^-<^ v (liq) cm - 1 : 1732 

NMR^^h^ 5 (CDCI3) ppm : 0. 82-1. 08(1H, 
m) , L 14 (3H, d, J=6. 5Hz) , 1. 26 (3H. t, J=7. 5Hz) , 1. 80-2. 87 
50 (8H, m) , 3. 97-4. 08 (2H, m) , 4. 08-4. 20 (2H, m) , 4. 82 (1H, d, J 
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t-y vis- n—fv 



=12Hz) . 5. 63 (1 H, d, J=12Hz) . 6. 50 (1H, dd. J=10. 5. 3Hz) , 6. 
58(1H. td, J=8. 3Hz), 7. 04 (1H, ddd, J=8. 5. 6. 5, 2Hz), 7. 22 
(1H, dd. J=7. 5, 5Hz), 7. 67 (1H, dd. J=7. 5, 2Hz) . 8. 55 (1H, d, 
J=5Hz) 

WxMffe**^? VA* ■ C24H27FN2 o 3 
mmHS. m/z 410.2006 
H^fit m/z : 410.2010 
(2) 3- [4- (8-7/U^-n-5, 1 1 -v'fc Kp 

-<yx [b] [4, 3-b) ty-^-n 

-^yfy) t'^y^y) t'^j-vgg 10 

3«J1- (2) <^^lciW«aLT, -gfiicLfCo 

ffifc ^tfe7°yXA B B B (iso-PrOH) 

SbS 19 2. 5~19 4. 5°C 

itmftVm. C 22 H23FN 2 O3 ' 1/4H 2 O 

C, 68.29; H, 6.12: N, 7.24 
H^ffi C, 68.36; H, 6.11; N, 7.15 

[0 0 9 5] H»J15 
4— [4— (8— 5, 

[b] ^f-irtV C4, 3-b] 
f>) h^yv?/] -3-*?vi«S& 20 

(1) 4- [4- (8-7/U^-n-5, ll-^tKo 
^VX [b] rf^HrtV C4, 3-b] f yvV-l 1 

m&m 1 0 - (1) ©#iiadw*L-c, ^Lfcc 

I R^^f v (liq) cm _1 : 1732 

NMR^? h/U 6 (CDCI3) ppm : 0. 93(3H, d, J= 
6. 5Hz) , 1. 21-1 . 30 (3H, m) , 1. 89-2. 33 <7H, m) , 2. 39-2. 98 (6 
H, m) , 4. 07-4. 18 (2H, m) , 4. 82 (1H, d, J=12Hz) , 5. 64 (1H, d, J 
=12Hz) . 6. 50 CM dd, J=10. 5. 2. 5Hz) . a 58 (1H. td, J=8. 5, 30 
2. 5Hz), 7. 05 (1H, dd, J=8. 5, 6. 5Hz) , 7. 22 (1H, dd, J=7. 5, 5H 
z) , 7. 67 (1H, dd, J=7. 5, 2Hz) , 8. 55 (1H, dd, J=5, 2Hz) 
WtM^^^ M*: C25H29FN2 0 3 
®&fit m/z : 424.2163 
llgtfiS m/z : 424.2163 

(2) 4- C4- (8-7/^13-5, 11-^tKD 

^yx [b) ^-trtv C4, 3-b) eyvV-ii 
— r y tV) e-iyvV) -3-^^^« 

^te^ll- (2) roASIcWLT, £fi5tLfco 

t4#t gJ3§ejSBW^@^ 40 

I R*^<? Yfr v (KBr) cm _1 : 1612 , 1580 
NMR^^ h/V 6 (CDCI3) ppm : 0. 97(3H,d,J= 
6.5Hz),2. 16-3. 13(13H,m),4.85(lH,d, J=13Hz), 5. 56UH, 
d. J=13Hz), 6. 53C1H, dd, J=10. 5, 2. 5Hz), 6. 61 (1H, td, J=8. 
5, 6. 5Hz) , 7. 01 (1H, dd, J=8. 5, 6. 5, Hz) , 7. 26 ( 1H, dd, J=7. 
5, 5Hz). 7. 69(1H, dd, J=7. 5, 2Hz). 8. 55(1H, d, J=5Hz) 
WiMnt^ h/V : C23H 25 FN 2 0 3 
W&m m/z : 396.1849 
m/z : 396.1855 
[0096] 16 50 



iftm¥-6 - 1 9 2 2 6 3 
32 

4- [4- (9— 7/l'^-C3— 5, 11-^tKo^yX 

Cb) ^-trtv [4, 3-b) try v?v- 1 1 -4 y 

(1) 4- C4- (9 -7/^d-5, ll-^fcKo 

Cb) ^irtV [4, 3-b) fyv-V-11 

— Y y fy) tv< y / ) g^a^vt- 

2»J10- (1) O^lciWSlLT, -gl5gLfco 

'ftttc ^fi^WtHj (iso-Pr 2 0) 

ft£ 87~90t 

7C^>t>Tfit C 24 H 27 FN 2 O3 

S^ftt C, 70.22; H. 6.63; N, 6.82 

H^fit C, 70.15; H, 6.61: N, 6.77 

(2) 4- [4- (9-7/l'^-o-5, 11-^th'D 
^<yX Cb) ^-dr-fetV [4, 3-b) fy^-ll 

-> f y^v) t^y-^y) ig^-^^fi 
»m- (2) o^feic^aau-c. ^-rScL/c. 

$K£ISA aieOH-EtaO) 
m& 2 3 5~2 3 8t 

yumttVm C 22 H 23 FN 2 0 3 -HC1 • 3/4H 2 

o 

Slfeftt C, 61.11; H, 5.94: N. 6.48 
HSUB C. 61.05; H, 5.71; N, 6.48 
[0 0 9 7] mUS&ll 7 

4- [4- (7-^1313-5, H-v'fcKP^yX 
Cb) ^-trfcV C4, 3-b) fc°y v^-l 1-4 V 

(1) 4- [4- (7-?dd-5, 11-ytKo^ 

yx Cb) jj-df-fct:,/ [4, 3-b) fyy'y-11- 
^yrV) e-syvV) bbsp^vJ' 

5©i£#J10- (1) ©*Sld»LX, -^fSUfco 
ftifc kfefttfteB (acetone-Et 2 0) 

7 7-7 8. 5-C 
7£^fTfit C 24 H 27 C 1 N 2 0 3 
JH&fg C, 67.52; H, 6.37; N, 
H^fit C, 67.53; H, 6.48: N, 

(2) 4- [4- (7-?PP-5, 

yX Cb) *=SHrfcV C4, 3-b) 

3BHW1- (2) O^BC^&LT, -gfSLfc. 
ft** *&fi*t#W!i (acetone-HaO) 

249. 5 — 252. 5°C dm) 
xmftVm C22H23C 1 N 2 O3 • HC 1 • 2H 2 O 
C, 56.06; H, 5.99: N, 5.94 
C, 55.94; H, 5.81; N. 5.93 
[009 8] 2£»J1 8 
4- [4- (8-^ob-5, 11-^th'n^yX 

Cb) tttv; C4, 3-b) try v?v- 1 1 y 

TV) tv<y vV) ig^-ti^g 
(1) 4- [4- (8-^cji3-5, 11-i/tKn^ 

yx Cb) t*tf/ C4, 3-b) tfij-yy-11- 



6.56 
6.50 

1 l-v^fc Ka-< 

t°y -yy- 11- 



( 
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xf<j7=v) t^y >/] m^-f-^ 
^aawio- (i) (D^mcim^x, -&j*Lf=o 

mk fflg&&£> (acetone-iso-PrzO) 
G&ft 10 2~103°C 
Ttmftvm C 24 H 27 C 1 N 2 o 3 
Sfiifil C, 67.52; H, 6.37: N, 6.56 
C, 67.34; H, 6.32; N, 6.62 
(2) 4- [4- (8-?PO-5, 
VX Cb] ^-trfcV [4, 3-b] t'D-^-ll- 

^y^V) e<<yv/] ggg^tg®^ 

W&mi- (2) W^laPBaLT, -^StLfco 
tt#C ife^'JXAfs (acetone-HsO) 
2 2 8 — 2 2 9. 5t 

Ttmftmm c 22 H23c i n 2 o 3 -hci • 3/4 h 

2 O 

agmfiff C, 58.86; H, 5.73; N, 6.23 
C, 58.95; H, 5.50; N, 6.26 
[0 0 9 9] Hfi£(*jl9 

4- [4- (9-^dd-5, 1 1-i/fc Kd-O-X 

Cb] ^-ttv [4, 3-b] tryy^-n->fy. 

(1) 4- [4- (9-^an- 5, 1 1 -Oh Kci^i 

yx [b] ^-fetv C4. 3-b] t'Di'y-ii- 
^y-r-V) tv<y^y] pg&xfvu 
JQ£0>Jio- (D (Dtt&cim^x, 

ttbt ffi££ttftH (AcOEt-iso-PrzO) 
St£ 10 6— 10 7<C 

C^HzrC 1 N 2 O s 
JH^I C, 67.52; H, 6.37; N, 6.56 
H^flt C, 67.53; H, 6.33; N, 6.54 

(2) 4- (4- (9-7DB-5, 

>-X Cb] ^-^f-fetV C4, 3-b] k'D-yV-ll- 

-r yT-'v) t^y^y] gg^-w^ 

mmn- (2) fio^cwux, -gf&u^ 

i*yt *8fe7°yXAif| (EtOH-H 2 0) 
HbS 2 4 2-2 4 5. 5t 

7C*5>Wfi C 22 H23C 1 N 2 0 3 -HCI • H 2 O 
Jg&fflt • C, 58.28; H, 5.78: N, 6. 18 
H^W C, 58.50; H, 5.68: N, 6.15 
[0 10 0] m&&l20 

5- [4- (8-y dd-5, 1 1-i/t Ka-O-X 

tb] ^r-ttv [4, 3-b] t°y>?^-ii— ^y 
y-V) t^y^y] B«-^s^ 

(1) 5- [4- (8-^dp-5, 11-yth'n^ 
yx [b] ^irkV [4, 3-b] h°yv?^-l 1- 
^y^v) t^y^y] ^mk^/i- • mm 

5©fe(5iJ10- (1) O^iS^abT, -&J&UfCo 

ftbt gfcltfegifl (EtOH-EtzO) 

Sllfe 2 2 4. 5-2 2 7°C (5^1?) 

5£*^tfffit CzsHzgC 1 N 2 0 3 • HC 1 • 1/2 H 
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2 o 

Steffi C, 61.73; H, 6.42: N, 5.76 
H^ffi C, 61.64; H, 6.56; N, 5.90 
(2) 5- (4- (8-^t3U-5, ll-ytKD-< 

yx(b) **±t°s [4, 3-b] fD-yy-n- 
4 y^v) e-<y oy] 

SWJl- (2) O^fficmb-C, £-/&Uto 
£M£ »gH#a (EtOH-H 2 0) 
iB£i 2 15. 5-2 1 7°C 
10 Tt^-Wfit C 23 H 25 C 1 N 2 0 3 • HC 1 • 5/4 H 

2 O 

S^fif C, 58.54; H, 6.09: N, 5.94 
m$ffi& C, 58.72; H, 5.86: N, 6.02 
[0 10l]*ffiM2 1 

6- [4- (8-y dd-5, 1 1-yt Kn-O-X 

Cb] ^f-irtv [4, 3-b] ey^v—ii— Y'J 
trv) t^y^y] 

(1) 6- C4- (8-^dd-5, H-^tKc^ 
yX [b] ^irfy [4, 3-b] fc'yv^-ll- 

20 'fyfy) f^y-^y] — ^-y-vu^/L- 

HSS<5iJl0- (1) OiftfcWLt, £f*Ufc. 
'tttf $ffi£*&SI (EtzO) 
MM. 104~106t 
5£«^tfftt C 26 H 31 C1N 2 0 3 
Sfroft C 68.63; H, 6.87; N. 6.16 
mm& C 68.50; H, 6.86: N, 6.16 

(2) 6- [4- (8-^dd-5, ll-^tKo^ 
yX Cb] ^irtV [4, 3-b] fy^y-ii- 
^Dfy) f-iy^y] — =*-y->®>-iig£& 

30 Ute^dl- (2) (DjmcWmisX, ^Lfc, 
'fttf MfefeFa (EtOH-HzO) 
2 3 8. 5-2 40 c C 
TU^^ C 24 H 27 C 1 N 2 0 3 • HC 1 • 1/4H 
2 O 

SfMt C, 61.61; H, 6.14; N, 5.99 
l^fjt C, 61.75; H, 6.00; N, 6.01 
[0 10 2] HS£#J2 2 

4- [4- (10H— <W [b] t°7y [3, 2- 

b] fy^y-io-^yfy) tf^y^y] ggge-it 

40 

(1) 4- [4- (10H SV/ Cb] t^y C3, 

2-b] fy^y-io-^yry) txy-yy] gs^ 

2»J 1 0 - ( 1 ) (O^Tffii^pmLT^ Lfc 

I R*^? hA- v (liq) cm _1 : 1734 
NMR^-^h^ 8 (CDC1 3 ) ppm : 1.25(3H,t,J= 
7. 5Hz) , 1. 75-1. 90 (2H, m) , 2. 35 (2H. t. J=7. 5Hz) , 2. 30-2. 5 
8 (6H, ro) , 2. 80-2. 90 (2H, m) , 3. 15-3. 30 (2R ro) , 4. 13 (2H, q, 
50 J=7. 5Hz). 7. 11-7. 28 (4H. ro), 7. 36 (1H, dd, J=7. 5, 1. 5Hz), 
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7. 44 (lft dd, J=7. 5, 1. 5Hz) , 8. 37 (lft dd, J=4. 5, L 5Hz) 
(2) 4- [4- (10H-^ Cb] t°^y (3, 

2-b] trys^-io-* < yfv) tr^y^y] 



• HC 1 
N, 7.24 
N, 7.17 



6W1- (2) tfX^CJW&LT. £l«Ufc 
tfefcfe (MeOH) 
BM£ 2 14-2 16*0 
5£^>*fflt C 21 H22N 2 0 3 
JSfeffi C, 65.20; H, 5.99 
C, 64.93; H, 6.00 
[0 10 3] ^86^2 3 

4- [4- (7-7;^d-10H-^/ Cb] tT7 

y [3, 2-b] try vv-i o — r yr-v) tr-^y 
y} g8®> 

(1) 4- [4- OH— 

[b] tr^y C3, 2-b] try v?^- io— pj-t* 
letefflio- (i) o*ft«u^ifco 

I R*^<? Y/V v (liq) cm _1 : 1734 
NMR^ h/V 5 (CDCI3) ppra : 1. 26 (3ft d, J=7 
Hz) , 1 . 75-1. 86 (2ft in) , 2. 26-2. 51 (8H, m) , 2. 76-2. 78 (2H, 
m), 3. 17-3. 20 (2ft ra) , 4. 13 (2ft q, J=7Hz), 6. 86 (lft td, J= 
8. 5, 2. 5Hz) , 6. 91 (1H, dd, J=8. 5, 2. 5Hz) , 7. 17 (lft dd, J=8, 
5Hz) , 7. 30 (lft dd, J=8. 5, 6Hz) , 7. 43 (lft dd, J=8, 1. 5Hz) , 
8. 39 (lft dd,J=5, 1.5Hz) 
fofiffiffer?**^? : C23H 25 FN2 0 3 
m&M m/z : 396.1849 
t m$M. m/z : 396.1843 

(2) 4- [4- (7-7/^-10H-<yy 

2-b] t°!)^y-io->fyf 



10 



20 



30 



tb] t°^y C3, 
v) tv<y$V] 
ISSMi- (2) ay^mzsmi^Xs ^tfco 

Jguk 2 0 7 — 2 1 Ot: 

^f7 y vs^^^ a 

Tjfy^uv^y n-/U6 0 00 
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HC 1 
N, 6.92 
N, 6.93 



11-yt kp'O'X 
t*y^>-i l—fy 



TC^WH C 21 H 21 FN 2 0 3 
C, 62.30; H, 5.48; 
m C, 62.17; H, 5.55; 
[0 10 4] £Ett0ij2 4 
3- [4- (8-7/U^n-5, 
[b] #*-fetV (4, 3-b] 

fy) t^y^y] /oirt>t 

(1) 3- [4- (8-7/^n-5, ll-^kKu 
'O'X Cb] ****V [4, 3-b] t o yi>V-ll 

— <y^v) b^y^y] ^ne^i, i-s^*- 

8-7/U^-d-5, 11-^tKn-ll- (4-tT^ 

y^y^v) -o'X cb] ^-irtv [4, 3-b] tr 
yv?>4. 40g, z^y/wKi, l-i/y^u^yi- 

3. 2 6jnlRtMy^^V— ^2 6. 4micr>m&ty)$: 
2i«BSrtWtW£Lfco RISKS**! U S?»e««JBB 
#6. 46g^}|fcc 

(2) 3- C4- (8-^/^n-5, 11-ytKn 

-<yx Cb] ***try C4, 3-b] t°y^y-n 
— Yy^-V) tv<ysv] :/o t°;*->^ - -^LtK^ 

±m<D£ b \zL,X'&bfttz 3 - C4- 

5, ll-^tKo^yXCb) ^HrtV [4, 3- 

b] t e y >>v-i 1— ^yry) tvsysv] /pft 

yjgl, 1 -^y^Aoi^/U6. 25gC01, 2~v^ 
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